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w u t 

mm* 

*m\*. mm. ftic^PT-f trc (pko usait lt^es:, tw^s 

tfc (pkc) l£ flg®K£oT^t£;h,i>£l>?^£*oiz"j:/ 

•I'Vif'TAIC^^Tl^ (B i ochem J 2 9 1:329-343 (1 99 

3) ) o PKcii, %£A^~m®o)7$;m:mf&Zhz>m-on! t )'<7?\:-e&v. 

^i^S^'J -feP-JU) fc£*<7)£ < (DE^K J: y 7 PXf- 'J v *? \zwm*ti%8m 
(Science 258:607-6 14 (199 2) ) 0 PKC7-f Vif-TA, 

tfj8 27^V^A£,^b£i*£ (Am J Physiol 265:E783-79 

3 (1 993)), mm%miz&^xt>. p^T^v^Lmm.{cm■^i^h (j 

Clin Invest 1 00 : 1 1 5-1 2 6 (1 9 9 7) ) e Jfilg*BISH->iDiB 
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Xt 0 2 7< ytf-f A0jS1i<bA<|g^*^T^-5> (Proc Natl Acad S c j 
USA 89:1 1 059-1 1 063 (1 9 9 2)), Sfc, 0274 V*f*<U*&lWL 
m&<»#it/imiZ®5.tZ>Ztii<7fi2ilXl^ (J Biol Chem 269:23 
230-23235 (1 994)). 

cizi*iitt<aBW«ri*. imss&mtutttmmttiiz. mmiz&^x. 07 

cfctf N a/K-ATP a s e«?|Jjg:L fl*&£^£iljgt-&^f!^<*$£ 
(Diabetes 47: 8 5 9-8 66 (1 9 9 8)), 07<<V*f<( 

j*\z%Lx&ttwmtmztt$m& ±tim%<j)mtt*,izmRmwg&&*xs® 

mfc<DiXmftmtttZ>Z ttf**tlXl*& (Science 272:728-731 
(1 996). J Clin Invest 1 00:1 1 5-1 26 (1 997)). 

JjUMW&kk LT$flbtl"Cl*'5 (B i o c h em Biophys Res Commun 

1 3 5:397-402(1986)). l*u znmm&xmmitstonmmtm 
mt Lxmmmt* mozfa^ -eizm<b®m<Dttmto)A.Mz& vnmzti 

TV'S (J Med Chem 39 : 2664-2671 (1 996) ) . f&:fc>*>, X 

* 6l=**^ax?Kij>|z^Lfc1II^Mrfc eX'f>KU;U7lH r § Rite©? 
OT^>^-^(cit^LPKCI^tt*«StMb^li:L"Cttb*iri^ (J Med 
Chem 35:994-1 001 (1 992)). 

tfX-f > KUibTU-f 5 Kfc LTI£ ^F7-2 1 5 9 7 7#lCTi2-fiaSC"C^$*l* 




(W) 



2 



WO 00/76980 



PCT/JP00/03768 



wo 97/1 6 TEH^T?**JK4<b£tort<:?nT-< 
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CONH 2 








*rLTt&L^VrP7M-;k 

R':-N(R 5 )R 6 , -M&»£WLTt&LMg&7^fL/:/-N(R 6 )R 6 , OH, 
$*rLTt&lWrP7»J-;k 



SlS^LT ; fefit^-fP7 , J-UX 

A 3 :NR\ CO, O, S, m&g££LT*,&lMg&7;U*U>, Xl**g£, 

R 2 , R 3 , R\ R 5 , R^RtfR^ E-XttftfcoT, /NP^>, OH, NH 2 , 

CN, -CHO, -C(=NH)-NH 2 , Wa&ttLXt,&iyS&rn*A, % -C(=0)-®&g 

&g££LT4,fii^&7;u*;k -c(=o)-®^££LT*&iwf P7'J-;k 

g££LTt&l^>£P7;Mr;k m&g^LTt&lVT'J-Jk ©&g£*rLTtfi^ 
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JUT. *£g<b&ft ( I ) izozmtZo 
Jk X*;k 7Pt?;k -fV^Pfc^k ?Wk -fV^k sec-?fJk ter t- 

^ *>*>k -rvow* ***:>*;k t e r t-^>^;k i -twJ+n* 
z-*w?*n* i, 2-v>^;u^ne;k ^**>;k -fvM^k 

3-y^kO^U^AWb^o C:h.&©+^tt»*ft1 

r<£S7;i^rU>J tLXfo ^fbk if-U>, ^PtfU>. ??U:49fl!>tt. *W 

6 A v$ P7;i^;u##£ U\ 
rr'J-;uj tLTii, *7?-;k 7>hu;k ^x-f^h'JJk -r>y=Jk 

r^T07'J-;UJ i: 7Wk ^x~;k tfP'JJk -f S^l/'JJk ?7V"«Uk 

e^/Wk «fv*7 % /y;k -rv*wj;k tru^k trusv;k t°u^v-;k t? 

?7i?7V"JJk b , )7 % J i J)l>mfT\*7\r i ))\£t<J)tm^TQ7 l )-)W -f>K 

•j;k ^7f-'ji?-jk euKeusi?-;k 2. 3->fu>vt4v7i^, 2. 3 

7-^k 3-**V-fV-f>K'JJk 2-*-*V-1 % 2-i?thWJ=ik 1,1- 
i^+V^O'/ftPi-ik 9 -^V7;U^"bi:jl^a)3g3tXf*=3Sa's-r P7U- 

r»>^P7;u+i/>j , r7M-u>j . &tf r/\xP7'j-b>j tt±au£ r*>?P7 



5 



WO 00/76980 



PCT/JP00/03768 




urtai.^TP7'j-u>j , rmmtttx turner vnwuj <d rwmi 

£LTI& COOH, OH, /\Py>St^ N0 2 , CN» NH 2 , S0 2 NH 2 , CO CHE 
•TiU+Jk C0NH-«BR7;i4-;W, NH-«BR7;U*;W» N-«BR7;WWM 2 , 

7ju*»k -o-«R7^k /%pyy«BT**ik -o-/>n$v«»7;u*;k -shs 

ft7;U*/k -SO t HHS7A*/k -S0 2 NH-(fi»7;i^r;W. -S0 2 N-«6»7;^U) 

t% i/5u7)\*-)W 7'J-;k ^P7U-;k =0, =ch 2> {£&7;u*;u-7'J-./k 
ffi&7;MrJU-oHg&7;i/*;u-7 U-;m*WbHS*<. z*i6(c«IB**l* tflJ-cit 
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8» a/^lt. ?^-;u8L 71/^8, ?l& y>=«L SEit £x>gL 

<b^j ( i ) omm. mmiizttmm&mmim&&>&m 
*t©T?i*«i:<, -asse (i) vvZKstmmffim&toxittamimiztmzh 

&to<T)Z7n ^V^\^J&t^tLX\t. Prog. Med. 5:2157-2 161 
(1 9 8 5) (ClBR*jhW*»k /£JHSJ£1 9 9 0^J rg|| q B „(D^j m7^^IS 
ft 1 6 3-1 9 8Hl::lB©$ftTl^gaWb*l£. 

mm^w*omm\zmz*it>m& *m*m&uvimm<Dw&\z 
&r5<mzmmu m*<M&<D£f&mmLxmfr&zhffv\*z. *<dj& tm 
&<»m\z&ixit. %Wim&mm^L*mmmx'mmm& 
iz*h^mizmmmumzmzmxt$< ^tt<®&mmmum£tfhz> 0 

StLTI*«!l^.{Sy'J-> (Greene) fttf^^^ (HUts) « % TProtective Graps in 
Organic Synthesis (E2JE) J l^ffi®(D«SS^If ^.CtA^^ CftbSSf&SH'Hqfc 
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mi 



D N 



A 2 




N 

(id 



CONH, 



NH 

3 



OH) 



N' 



R 



2 




N 



N 

(I) 



CONH, 



HN 



N 




CONH, 



R 3 (IV) 



&<p<DVimf&mz mm u ds. a\ a\ r\ r 2 , r 3 , x, wummt& t mm) 
*mitit£® (id xii<b£& (iv) ^ bib^i (i) ^*^-efei>c na&tgL'i: lti£ 

0>J*(i/NPy>^ >^ux;u77-^k *$>X)i,7b-)\>tt^ p-h;n>;uut-w 

*W&*i*. ib^(ii)£El*B#l£ ^Sfl(ill)*^U7iSa«»ffitMb^(l)$ 
^-5*A<-Ct§o lb^(IV)£ffl^fcl$li, h'J7U-;uexA^X 7U-^\5-f h\ 
7 'J-;u HJ 7 U— k 7 'J -;U#P 07 U -JWb*iJ£ 5J££-fr(0 
•5, £fc, ^^^^(OlCN-^PPa/N^-fSK-W-^P^a/N^K-rSK, XI** 

■ty K^/xpyMbSfl^ffl^ii^l^^t^lhiz/NpyMb^a^ 

1,2-$/$PPX$X £PP*JUA^npyMb8Hb7lC5fS& NHK/>3 l ;U7M/A7$ K 
(DMF) % 9*?H,7Jlrt(*i'1r (DMSO) „ 5?yW7-feh75h\ N-y^tfP'J 

SSFFfrScittf-e^ acjattt^b^ic^yjstg^-e^i,. {b&wz*oxt& m 

yy-^7S/)tf'J>?>) Xli&JTOgg <»*L<(*. KM^'J^A, *mwhy> 
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Lfc TProtective Graps in Organic Synthesis (^2880 J dlBttOftBS) ^^Tf&ig^ 



dmf, dmso, euvx *«©aci=^gtt«g«4», m. m Aib 
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S&3 




(R^N 




CONH 2 




/ 



CONH 2 



(Ic) 



m*i*75ysxi*7KKS^-r^b^3(ia, ic) ^itt^mm^mv&^o it 



WO 00/76980 PCr/JPOO/03768 



D ( 

CONK 



N ^CONH 2 R4-A3H 

(vi) mjty R (id) 



D ' A V* (viii) d / a V r2 

CONH. 



N \.C0NH 2 R4-A3-L N X.< 

R 3 R 3 
XI*. *<DS*Jttt(* (le) (|f) 

(5Ctfa)zi*asxi*«^3ii*L. a j . R'R^oteOK^iiitnB^lf) 
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D N N 



9 



(u) 



^ dg) 



N ^yCONH 2 N^yCONHj 

r -< n x.n r'^Vt n 

(Ih) (li) 

{tS$(ig.ih,ii)ii. ^bXid^i7Le5ic(«-ctT'ffi5i^fepr^r-fcSo SfdbS^ 
(ig) £ffli^fcf$li, 'J w 'J K-^W^Jllill^fflL^£fEli#1-z t ic«t y 
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D N D N 

R (IX) R (X) 



a' r 2 

(VII) ^/ (VIII) 

A 1 R 2 

(XI) 

(vi 1 1) \zn i,msM&2 1 mizm7\&m&&£'rt? zt?m z tft-nzz. 
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mi 



L 1 



(XII) 



CONH, 




(XIII) " (XIV) R 4 

(XV) 



A A 

(XVI) (XVII) 
JHMAtt (xvii) it fb£& (xiv. xv) izttLVIEttSi £WaM>mftfifc*fir3;:£ 

Xlt *>T/^b^0(VI)$|»^2t^(Dj!)n7K^«^lC#Lf|*Zi/)<T?^^o * 
RSB* (XV) It fcf7i?>3i£*rf £<t£& (XIV) lc*fL"C ItlGttK 8 

<b***ffli^fc«sfe®7S?*;uffla=fWctxit yw* 2.Z6.6— fhs^ww 
*fcR w A^;i/5;uS<7)(xiM)$fflt^ii^it «j*icj:yiWbLT*;uj|«*»> 

g£Lfc&, ±IBfcH«=7SKfl:LT**#<t'f;t*IB»«IV)t»«cfca«r*«. * 
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Mfcm£?r?Z\tT'®&Ztti<X>Zt> 0 tpfSM (XVI) l£ R tt #i/7/0Ht£$l (XIII) 

k** unfair 1 kmmm&s.zz'noztT'W&vzZo m;. imesfsit, 



me 



R 1 R 2 
HN' HNT 



(XVIII) 



R 3 



(XIX) 



(IV) HN 




®ftit£Vi (IV) It itH® (XIX) fl)'>7/$|Jj|2i^2t^(D7JIl7K^St5lw#L 

8Sc£rt<-c#£ e *ISJ# (xix) l£ <t£$ (xviii) icwlt«uib$s^i tmmw&s. 

m&fc mncD&mstizitfz t \z& y mgcD^iz^ < c ttfuzz. 
zmmimmmomit&nmmm Lxnmz* wmxzzo mTU&vmt 
m-tmti:%&$m. mmftm&itxi&m h^y^-miz^jmvt^ 
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(§t®£&£) 

1. PKcia#ia@i (sPAicck^PKcsiKDjiii^) 

PKCPlTO^Ii (J. Bia Chen* 260:10039-10043, 1985) ICfcCfc^KJ: ySSj&Lfc. 
SPA (Sc i n t i I I a t i on Proximity Assay) tit Ame 
r s h a mttlCfc y |B*$*lfc. »^ U — Lfc^X^ V * tf-X0>aiSld& 

£J£j$ ($B/j£ : 2. 5mUn i t PKC i s o z yme s (Ca lb iochem 
*±) ,50mM- HEPES (pH7. 5) ,0. 25mM EDTA, 0. 1 25mM D 
TT. 12. 5mM MgCI 2 . 0. 5mM EGTA, 0. 75mM CaCI 2> 0. 2 
5% Triton X-1 00, 0. 2/iM ftf>e^fK (B i o H n-E 
RMRPRKRQGSVRRRV, K£j$&IZ«fc y£j«) . 0. 2 U M ATP. 0. 

2»C i [r- 33 P] -ATP (1 OmC i/ml, Ame r shamti). 5 0 ng/ 
ml 7t^-;H2, 1 (WAKOtt) , 184//g/ml 7*7. 

7T^^Hr'J> (WAKOtt) 5 0/i IIC ^b^3fl)DMSO?g^ 1 ^xJUjSfc 
•J 2/i I (DMSO<D£$t£jgte4%) j&DLfco tiPlate™ (PACK 

ARDtt) IZfflgU MST? (2 0-2 5*0 TM RflnttL-fe'J >'J >8Ht£frotc 

£fS#Jt& (0. 1mg SPAtf-X, 136juMATP, 50mM HEPES 
(pH7. 5),0. 25mM EDTA, 0. 125mM DTT, 1 2. 5mM MgC 
I 2 . 0. 5mM EGTA, 0. 75mM C a C I 2 ) £1 Qx.iVgft l ) 1 5 0 n I 
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3#f«fjjI/£>U SPAt*-X^2tK$ti-Tio TOP COUNT (PACKARD*!) 

itstoo p k c ^ 2 Pi*siin$9nr. 

$A 





ICa>(uiol) 


mm 




17-1 


0.0049 


26-4 


0.018 


17-9 


0.0033 


26-21 


0.0069 


19-11 


0.0073 


26-24 


0.063 


23-1 


0.073 


28 


0.061 



2. PKCyS 2H§|itg& 

PKC0 2RB§iie&l* (J. Biol. Chan 268:9122-9129, 1993 &tf Bur. J. Biocha* 
194:89-94. 1990) I^Cfc5&U:<fcyK8L7i. 

1 ) SlUtgfc KPKC/3 2 SSI** 

t hsum PKCfi 2 ite^-i* t hs$isc d n a sstst u p c rsiz j; y $ □-.=.> 
?u p c d n a 3. 1 fm^ot-iz&H&Ajti, z.(»'<5$-tex.TsmMxz? = i-< 

7-£ffllvc7Sy&2 2-2 8 (775^M) SfcfcSitfc^bilPKCjS 2IS8K* 
*-*fll»Lfe T5/K2 2-2 8li^SHH^-e&y. PKCjgttSW*I-r-5fflt^ 

2) PKC£2|IHti£tt0JB£ 

COS 7 2 4K7ls- H^SU ±CgttflaiPKC^ J»K^4r-t p A P 1 
— luci ferase U/fC— ^5X5 h' (S t r a t a g e n eft) £ f u g e n e 
(Roche Diagnostic stt) SJllvc h7>7."7i^ Hfc, ftfg&LTIi 
p cDN A3. 1^^~iU7f?-^-^X5 K^h7>^7l^hL7i, 

BWitti=aiwt*i*oDMso**si^*fcy 1 /i i sajpu (DMso<og^sei*o. 

1%) s 2 4B$M8BLfc. &ftK«gjgj$ (2 5mM Tr i s-CI (pH7. 8) , 
2mM DTT, 2mM CDTA, 10% glycerol, 1% Triton X- 
1 0 0) £l OO/i iBtDU SttCfc. lsWRLfcaiBajS«j«2 0|i I ifa-^fc«au 
e?*S?->»WI( <1EM'>4rtt) «SttU OfMHL ;ix5yy-$- (Lu 
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ma t LB950 1. Be r t ho I dft) HMfcUzo PKC|8;StelZ<fc& I uc i f 
e rase3ttJ)jti CSttfbS P K C 0 2 £ h7>X7i^ h Lfc$8l)i&<D I uc i f e r 
asegffil>bpcDNA3. hLfcttttft) I uc i f e r a s ejg14 

£&CtHD lcm-SttSMb^3©}qi*ilia*$ P K c p 2 RE^fflt Lfc 

*<Dg£, *f§0^b^liPKCy3 2jg14^fi»lcBiSL7i o TE»Blz;«BW0tt* 
Wb£fo<&;S11ffi£jj**. 



SB 





ICaCliiDl) 






17-1 


0.38 


26-5 


0.094 


19-11 


0.1 


27-1 


0.11 


19-18 


0.096 


28 


0.038 



3. mmt&m&wBBi 

1 ) mmmsssmm 

®mm&g&&mi£lt (Science. 272:728-731. 1996) (ClpCfc^lCbyagtTi. 
8j§i*it1±Wi s t a rr> Mc^> h/\%e$-;UffcgFF, X hU?b Vr-v> (S i 

5SB<fcy, ^b^^-a-EJSP-csajyH^aa^-r-s. &42, 4, e, smbic 

2) mmmmmm. 

(Eur. J. Endcrinol. 134:467-473. 1996) IzmCtzWz*. 

1 3®i$l|ttWi s t ar7^H^>h^H5^-7W»»T, X hU?r**/hS/> (S 
i gmatt) ^5 0mg/kgTiSIMF«3S4-U X hU? h»«/r*i/> 

it^iinttSfiai^^BHmkai^B («m+?$xi 200. B*m&}±) -csss-*- 

* 0 SK#ii::<fc*ttl^jtg6I&l::^ 
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mc m®&mM&<Dmft&B®&& wsec) 



iE«8<r»=l2> 




3U6W17-1 (10ir€Ag)S4^(rT=11) 


50.2±1.1 


43.6±0.6 


46.3±0.5 



£SM&5£ : iESi? vs Iflaffil : P<D.001. «g$i£ vs 2Q-1&4S* : p<D.05 

tixD%mizm^x. mi mi mm* mm ±zf-tmi torn mi asm £ 

%&Lxm&&ZtiZ>fo S5gfitu BSfciJIBrco. i~5oom g . iNgp-eo. 
tefc^m ftftf&UL 7>=h-;k 7 KOS, t KP^v^PtrjHrJUP-*, 

p-x. t kp+->^p ^ ;nr;up-x?$ u- hfctfDSi^ttl^ttifc&iMiii 
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&n&mtzim%L{mmt. mmmmztizwrni mm. mmi 
mo^tmmL umi mmi i»igaj££WL-avctja\ 

zo^timmit. mztmmi ®mL im. #t»$i $5Hb8j («* 

/ x 'J 7ftl7Y^-et«8, «B»I(DE^XI*!SS*lc«feoT«lB<b$*iSo £*i 

4MS1H1 

a 4. 6-hU^oaeU5i?>-5-*;u-n-h , J^i6.()g$TK7t:Ko77>32Qi.i I3g 

»U -€5°C-C NLN-i^'f 7?P tfjU^TS > 10. 4g £ /n- i?> a 5g SMfc. ;!£ 

^U7- ')/) e 'J 5 V>*-*)itf- h 'J ;u 15. og 

Z 4-i?2 P P-6- (3-> J-J17— >)S) tf'JS 5?>5-* h 'J ;U 9. 46g h 5 1 K 
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Z-2fCX"lBmmUz& 7k75Qnl £flD^ * P P*;kk SOOnl TJttdlLfc. *Jf£iS 

?PP-2- [ (K?>f*75/IWW 75/] -6- 0-^U7-'J/) If US 
MJJU 5. 5g£Hfc. 

##0"J 2-1 £ HfiUc LT##09 2-2~##0H 2-12, ##0) 8-25~##0l| 8-28, 20-1 & 

tf##0y 20-2 mm&tomtu 

###j3-1 

4-/7 pp-2- [ (2-S?/.?;U75/X*;i,) 7 = /] -6- (3-/-^;U7x»J /) If 'J 5$/>- 

5-*;u^r. h y;u 2. 92g £ n fK?/-^u-fruA7S K 5Qni izjgjgu *>v;u7;up-,/u 

9.54g £ 60X*^fb^- h'J^A Z83g £ina., laTCC 3 RflWnlftLfc. EJS;S£&Kffi*ltg 
fcTI/^-^idGEftatal i*20Qnl £«KHl];L «ftb Lfc$gg£* IQnU 2-?P/V- 
;H5mU ^blCI-TJUOnl TfftJMMWlLr 4-K>5?;i/^>Z- [ <2-$?>*^7S/ 

WW 7 5 y ] -e- (3-> ^;u7- y / ) t? y 5 9xr4) h y a i3g £ itfco 

##^J3-1 i^lCLT##0ll3-2~#^l|3-12iBiJ(D^^i$||fc, 
##0j4-1 

4_/7 pp _2_ [ (2-i;y^;u75yx^u) 75/] -6- (3-y 5^7- y/ ) tfysi»- 
5-*;U7tfx h'j;U 136ng iZm-HKS?:/ 2nl £JJD?L 13(fCT? 8 ftfllttlg&Lfc. fif&!S«8 
$i/'J*y;b*vA^P-7h^7'f- (jgffija; ^PP^UA: y^y-,»U:7> : EX7 
*=2Q0: 10:1) TffiSHU 2- [ (2-^ 5^U7 5 / IW) 75/3-4. 6-tfX- (3-/-^ 
;U7- 'J / ) t?'J 5 *?>-5-a JUtfx h 'J ;u 78ng £®7t. 
#$«H£@«I= LT##<m-2l2$£<Dfc^£®7i, 

4.6-v^PP-2-y^X^77^;i^eU5i?>^*^7K^;UT?t K 9.43g £ 2-/-*JU- 
2-^P/V-;U SOOnl. 7K8Qnl (ZBSU trtTiMrlT-ls IBnl. 'J>S?r*^- HJ^A 
5. 07g, ffi^i^ h 'J 5. 74g £JlO^T7K^T-C4^8K$Lfc. KJS^IC 1 
*12Qnl,-j7PP^A70Qnl ^tet|£« fFtflUB^^ *ftLfctt» &*eS®t 

7?*i/9i*eltilLfc. ;£J££&ET-e®£LT 4,6-v^pp-2-y^;ux;u77_;u-e 

U 5 v>-5-*;i4?>® 9. 94g 
##096 
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4. 6-v$ □ P-2-> TiWVJ y J 5 S?>-5-a^#>K 7.71g IzSMb**^ 10Qnl 
*tt*TlR«3W!8^U=. 5§^METT*@iLT#btif=^^ 1, 2-v$ppi$ 
> 10Qnl I^UT7)Cf?T. 28X7 >*-7tK 19ml £JQ;L E;^T*2Mgtf Uc. 

£MET-e®£Lfc&* tK 20Qni fcinx-amu *ftLfcf£, eoPCT—MB^E$aaLr 4.6- 

#st#i 6 1 mmz Lr##0y 10 sae<D<bSi&£#f=, 
mm™ 

4.6-v^PP-2->^;UX;U77-;U-e»J 5 v>-5-*;UtH+-9"5 K 595h« 0) 1, 4-V**V 
>j§j$25ml IZ N.N-i;-<V^Pe;UX^U7 5 > 0.441.1.^-^^7- 'J > 439nE^*0^ 16 

mtmsaatuzo szmffizsmx.w sani £fln*.fc& **u mim&Kf*^ 

7 Ktt U 4-(3-3fP : E7- 'J y )-6-2 P P-2-> ^;U7JU7 7-Jl^tf 'J s v>-5-*;u 

7- 1 irHilf HLT##0ij 7-2~##0!l 7-24 18-1~#%#J 18-24 !Bt!W)<b£ 
##$8-1 

4-(3-^P^7-Uy)-6-^PP-2-y^;UXJl/7T-^t°U5v>^*;i/7t5+-9-5 K 465ng 
©v> ^7JU**v K$ft IChil |C*ttTT*6tgl:*J 'J 432Te. 31%©K<b*f?t* 0. 71ml £ 

flMfe$3H}U MLf:^ 60tr*-l!ftME^LT 4-(3-^P ; E7-'J>')-2->^X;i/ 

8- 1 iB»l=LT#*IH 8-2~##0y 8-24. ##0IJ 21-1 &tf##0« 21-2 IB©<Wb£ 
##fl|9-1 

2 > 2,6.6-^H7^^ue^Uv>Z7nil <7>f t KP7^> 8Qnl JS&lZjjOfcT^U'J 
^A 9.65ml 10^ffi}$Lfco *blZ-78t-C 30 2, 6-i^7 P P tf? S» 

2 Qg fl)f h v t KP 7 7 > IQnl iS^iTF Lfc. BffilCT 30 Ef&iS&K 
7WX2g£to;l30#$#Lfco £biZlNjtgi§15ml fciffiTU ;8&£8ET®£ LTc, 
^iZ^PPTfrUA&ta*, INlggjl. fiaa^KT^ ^Sl^«t7Kfi^?^v«t7ATf«£ 
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P □ t7 v>-2-*;Urt-:>^ 1. 2g £®tzo 
##01111 

3.5-v^OPevv>-2-*;U7K>K 75Qig <J)X$/-;i, 10ml Jgjftlz, TjO^T^b^- 
)l 693ng £flD*s 4 mtiamZHLtz&. j§!££&ET®£L7io ^bftfcS&Sv'Jrty 
^7J7A^07 h^^-f-ettbiSE : ^-*7->/PKX^l-7/3)-CmSiU 3,5-V^PPtf 

##0>|12 

3.5-v^7PPe7V>-2-*;U7H+-9-5 K 1g IC^-+v^b'J> 7.3nl £vX^;U7-U> 
23g£ta*., 50PCTf3^ffliS^tfc^ j§&£MET®£Lfc 0 Sttl^Px^ttt^ 

##$113-1 

Z6-v^oae7V> 10. 7g 0) 1(WB5K-^^y-;U3Qnl jt^lC->^PK>^y> 5.68g» 
31«HWt*3R*7.5nU 10KB5&2QT.I *tt*fc. ?l^!llCB^7*fQtl 9. 4g £ft];lg£T? 
1 «WBB*Lf=. J§££ME®£LfcgL 7K 30Qnl £J|D7L X-xJU 500ml T'tttULfco £ 

5:1) T**S$LT5- (3.5-v^PPe^S?>-W;i/) *JUX*«f;U.0g £f#fco 

#%e« i3-i t mfflz Lxmm 13-2 te&axtsiai* nfco 

##$14-1 

3-K>^r;U-Z 6-v?£ P P V> 502te lOfrUAT 5 K 15ml, 50%B5SS 2 5mU 3UGm<t 

1.5ml, 8&gg|* 7 TKfO^J 27Qng £JJD;L 18 M^L^ 

|Z7k30Qnl gt&X?;U30Qnl TftttBLfc. *r^£fi&*Qfci^X*zfc&U ASST?? 

74- (i§tll^;^i7->:l1fKX5 L ;U=2:1) (r^>^M5-y^aP|f7V> 
2-*;UtK+-9- 5 K 186mg £lifco 

##0914-1 £ [5]^|Z LT##0tJ 14-2~##$ 14-9 Ei£tfMb£$l£*#fco 
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##01115 

2. OPlf7 vW-^Ut?*-* = K 57flhg 0) v>7 P □ > * > 6ml jgjfcll h 'J :7;M"Dit 

» 1. 2g t blz^rtry >v?;M-U K 1g 35t£a jtfc^j: 9 IddD* 

fcft, ist? 1 fiwmLtzo som sm^ v^ppy^x'ttaiLfco 

^k^i-hfi^iiV^U^^zfZ?^- (8Hl»:^^>:»«X*;i,=4:1) T**§§3 
U 6-hU ^UfP* ?MK3. □ □ t7V>^J^if5 K lOOhg £|#fc 0 
##0916-1 

3.5-v^7PP-6-t KP+i/y^Ut°7V>-2-*jU^-9-5 K 88Cmg K> * >7JU*=;U>7 
P'J K950ul te«Jv>l5nl £in*, SST?l.5«wa» Lfc. $*K£SEB£LfegL 7k 
150ml £*D^ ft&X^U30Cml TfttiULfc. £^£fi&iftl&^T^L*:&, GSE&T? 
^-v^A-eSB&u 5§i££3§UE®£LT 6-? P P * ^JU-3, 5- v£ P P t ,; 7V>-2-*;i/7K+ 
-9-5K516ng^f|fc. 

##09 16-1 £ |^|CLT##0IJ 16-2 16-3 i2®aMb£&£$fc 0 

##0917-1 

6-0-^7 □ P 5-i?^7 P P tf^ = K 2. 24g 0>X$ / -;U 7Cml £ x 

h7t KP?7> 35ml Ojg&lC 1«/*7$?«*A3ti« 750mg £JH**3ft3?ffl*T 4 EEEI-T 
18 B${BH*#Lfc. ««^AL»««aEB*Lr»6*ifcSa*tt«L, 3.5-v^PP- 
6-x^;i/e7 v>-2-*;b7t?+-y-5 k 1. 92g 

##09 17-1 ifi^lz LT##09 17-2 Srj##0iJ 17-3 tmoitHrttomtzo 
##0919 

5EBHbr'J> 7.35g. «J>g| 5J5n.l(D;^^140RCr2«R^Lfc^ 5- ($-*?)\,7 

-•jy) -3-y^x;u77^u- [1.2.4] \-*)7V^±tii^h*))\,miKZtoxxxfc 

A^A^ptK^?*- (J§ai^:^PP7fx;UA:>$y-;u=75:1) T?|jB8U 5- (3- 
>^7-ij/) -3-jt*)lW?7-J\r [1.Z4] h'JTv>«-*;U7K+-y-5 K208mg£fc 
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4-*>v;i~j-*v-2- [ (^wsyif^) 75/] -6- (3-/*ji,7-U/) tf 

'JSv>-5-*;U7H-hUJU 680rng J^f^mvh* 7ml |Zj§#U &&2>'J^A 
70Qig £ 31%iaS<b*^* 1. 2ml Ztiaz., 6CfC"C 3.5 B^F^e^Ur, ©£;!£$il^k 7Qnl £ 

h<f7?4- ; *on*;Uk : >$/-;!, : 7>tx77k=400 : 10 : 1) "eftSSlU 

4-*>5/;Uj-*>a- [ (2-i// ^ 5 / Xf-;U) 7 5 / ] -6- (3-/ ^;b7- 'J/) tf'J 

sbm 1 ^mfliiz ltsjhh 2~hmii 14 Rismm 18-3 ffiea><bs&£ft 

4-*>v;U7S/-2- [ 75/] -6- (3-/ ?;u7- 'J / ) tf 

'J 5i?>-5-*;U7K+-y-5 K 300ng £1*8 30ml iZfclRU 10%y^V^A-S14^ 300mg £ 
ft]*, TKmHSSlTs 4flEr-30DW!#Lfc, «M«^*Lj§^^ME®iLT^b^fc 
8a**>«J*y^*7A^OT ; ^PO/fabA : /$/-;u : 7^ 

-77K=50:10:1) T'ISMU 4-757-2- [ (2-v* =f)V7 5 / X^jU) 75/] -6- (3- 
/ ^;U7- 'J / ) bf'J== i^>-5-*;U^+-y- 5 Kl55rag mtzo 

mm™ 

4-75/ -2- [ (2-v/^;U75/X^IU) 75/] -6- (3-/^U7x>J/) tf 
•J 5v>-5-*^+-y-5 K55ng£tfUi?> 1.5ml ICjfflSU *#Tll7KI1$&23ul 

15 Bfflk &Lv? 50°CT? 15 ^jl^LTi. ?fi££&EB£ LTftbftTtBalfcS/'J 

100:10:1) -dWU 2- [7-fe^U- (2-i»?;i,75/ Xf-;u) 75/] -4-75/ 
-6- (3-/^7-U/) e'J 5v>-5-^;Ut^5 h*5Cmg £$fc. 

ni60ij 16 1 miz txmm 23-1 $.vmmm 23-2 iBe(D{k^j$^7t. 

SSffifllW 

4-^>i/;u^*>2- [ (2-i?>^;i/75/x^) 75/] -6- (3->^i/7x"j/) e 

U5v>-5-^;U^-y-5 K 1.0g£x h^fc KP75>-X$/-;i,jl£j§& (2 : 1) 45ml IC 
mU IVfo^VOMrfSm 20Chg £*D*.. 4 «Rt$L7io fl4i££S£ 

L;SJ££2£Eg£LT 2- [ (2-v/*;U75/x^;i,) 75/] -6- (3-y^7X'J/) - 
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4-tf'J 5 K>-5-£;U*++f-5 K690i« 

H8fi«17-1 iHflWcUTSQSHl7-2~|QIMl>fl» Htfcfll 20-1 ~HJfi0!| 20-3, HMJ35-1 
&U3»J 35-2 Ett<DfcSfc«#fc. 

4-(3-:?P^7-'J /)-2-^^;i-X;i/77— ;b-€-tf'J 5 K>^-*;U^+>-= K 301rrg iZ N, w- 
v> ^U7 5 /X^JUTS:/ 0.93ml 90°CT* 4 B$Fiij&# LTc. SJtmfeZmt&LX 

®t>tltzmZ h- h 'JJI/ 2ml ^JD^.r^T*«!^LT«rajLfc@^^2fiaiLT-tr h 
- h 'JJI/Cifc^LTSISS 285tig ^fc 0 Z4t£>$/-;i, 24ml, * SnU 1 , 

1Qnl (D;"g^i§^f,mSSLT MKJD^T^'J /)-2-[CK?>*JI*75/X*JW7 

ms0iji9-i tmizLxmmi ^2~$mm 19-29, «s0tj 25-1— 25^ HMH2&- 
1 -umij 26-25. ms&m 38 atom* 39 m&wtsmmtzo 

[2- [5-*;u/^;i^- (3->^;u7-'J/) -«-tf'J5 K>*-Ob7S/] x*;i,] > 

fraTilcx^y-;nooml £J0;tfc. Wtfj§&£MEB£U ^bftfcSigl::* 50ml $*pjl 
«faiL7i^a$$^LT 2- [ (2-y*JU7S/X^|/) 75/] -6- (3-y*JU7x«J/) - 
4-tf'J 5 K>5-a;U7K*-b-S K mm&tomZmu 

mm 21-1 tPi^ir lth!6«ij 21-2 tm<Dit^mtz e 

2r [ (2->^;U75-/X^U) 75/] -6- (3-/ ^JU7X"J / ) -4-tf'J 5 K>-5-*JU7t? 
+"9-5 K ^K^457mg^N.N-e?>^U^A75 K-$PP*Jl/A (1:1) 30ml C&ffiU 
3"7i-;^P e^>7J^t K 20Qng t h'J7-b h**>7k3Hb*Ofi§* MJ 840mg £ 

*D^sn^p B TOLfco ^K$«EB4Lr#6*ifc«sic* loomi mxmk^ji 

150mU ^L^PDTtxJWA-^^y-JI/ (10:1) 100ml XmthLXWm^^tfittzo 

mmmmxm&mmt-?7*i,>5Ax&®i.tzo m^ssa* Lx%%$i> >j 

200:10:1) TrUSU 2- [2- |>5^U- (3-7i-i^D fcfjU) 75/] X^;U75/] - 
6- (3-/^;U7-'J/) -4-t?'J 5 K>-5-*JU^>-9"5 K 438ms mtzo 
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22-1 1 mmz Lx^mm 22-7 imnit-sytzntzo 

2- [ (2-^7*75 /x* AO 75/] -6- (3->^U7-'J/) -4-tf'J5 K>-5 
5 KttMtt 173ig, N.N-i?/^U>f'Jv> 6Qrg. 1-X^;u-3- (J-^/^- 

HT zszfa &i) JjjWM 5 K$ift& I20he. 1 - 1 Ko* vo*/ h *JtV-ji 8&e, 

'J^A 100m g(D;l£$Kv/^;i4v/UA75 K 6ml £*0*.^Sf 18 iSfS&tf Lfc 0 
;§&£MEB£LT*#b:hf::&tlZ* 3Qnl SlOJU tfttiLfclgfi** 5ml TSJBMt Wt 
LT 2- [ [2- (v/ ^75/7*^/^1/7 5/) If*] 75/] -6- (3-/^ 

;U7-'J/) -4-tf'J 5 K>-5-*;u;t?*tfs K I50ig £*#fc 0 
HSS0>I27-1 

3-7S/-5- [ (2-v>^;U75/X^;U) 75/] -0-/?jUt?5?>-2-:j!jA4|C 
*-*S K 42Qng £i?*PP/*> 2Qnl I3MIU MJ7x=jUt*;Ui?:/ i.i5g £6f8IB 
(II) 32Chig $ Jp^ MS-e 1 B$HL 50PCT? 3. 5 tiffimW Lfco £J£;I£$llCv? P P / $ > 
20nl £J0;L TSSfcfrtr?* h£ffllvOt£Lfco 8&£^®£LT^£^'ja>7%* 
7A^07h^77^- (i§iU^; ?PP*;UA: /$/-*: 7> : E-7tK=200 : 10 : 
1) T-mmU 5- [ (2-v/^U75/X^;i,) 75/] -6-/^;U-3-37x-;U7 = / 

mm\ 27-1 <t f5]niz Lxmm 27-2 let&wts&sif £. 

SU6W28 

5- [ (2-^/5^75/X^I,) 75/] -3- (3-/f*7-'J /)-fcf7$?>-2-*;U 
7H*-y-5 K200hg^PP/t>*A2ml |=»»U N-$PPP/\?&-f 5 K 101ng gjg 
"C 6 Mf^L7io B6*7SL fifcfcfc** fiSfQ^it^T- h 'J ^ A*J§^ 

"7^7^- (5§ajj$; 9PP^I/A: /$/-*: 7> : E-7tK=500 : 10: 1) T?«m 
U 6-?PP-5- [ (2-v/^;U75/X^*) 75/] -3-(3-/fVU7-U/)-tf7i? 
>-2-**7t-C+-9-5 K20mg£#fco 
HJ(§0"J29 

5- [ (2-i?/f;i/75/X^;U) 75/] -3-(3-/^;i/7xiJ/)-e^i?>-2-** 
?l?4r*5 K 20Qng £ 5^ P P/ * > 6ml £7* h- h «J iU 3ml I3tff U flOfcT^rfe/ >i> 
7**V K4lCmg£ta*7cSL ^TM8B$P«8$#Lfc. £J£&7& ;k£*nx.ftigx?;i/e 
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^-77K=200 : 10:1) Tf»8L» 6-?;U*-p-5- [ (2- v>^U75 / x^;U) 7 = 

-3- (3-> Wx>j y )-tf? 5fc/-2-*;ufe*tfs K iTmg £$fc 0 
SUM 30 

5- ['<2-5?*fW75yx*jlO 75-/] -6-tKn4>»fJI,-3- ( 3 _>^ ;U y- 
•J/) t°7V>-2-^;U7t<^-y-5 KO 223^ ©^OPt^A lOQnl j§j«IZZKfb"7>**> 

23 g sdtt^sa-e i6 Btftf&tfLfco u lt»s> 

MzfmZ v 'J * y;u* 7^D7h^77^- (^tbifc ; * p □ *;ua : * $ / _ji,= 
20:1) T?HS?L 5- [ (2-i?>^75/X^U) 75/] -6-^5^-3- (3-** 
;U7-'J / ) tf? v>-2-*;U+C*-y-S K 181ng 
SU&0931 

5- [ (2-v>^U75yi*;u) 75/] -6-*;U5JU-3- (3-/5MU7-U/) t? 
7v>-2-*/^W5 K 55mg <Z>x$ /-;u 5ml i§;^c^x^^^x^^-y If&x^U 
4QngtMK*'J'>A55ng^in^ 70tT? 13 K^^Lfco ;£&£ME®£ LT*§b*ifc8l 
^IZ* 15ml SaJLfcB»:$»8lU«aaLfc. »&*lf=|gft$*dr/-fl,5 > | <tx 

1 KP Z>yy 5ml |=»»U IOM7 ^AJSttft 1&e £*D;t7k5ISSll&TT? 20 ftm 

7*- (JgffijS ; $PP*;i,A : /$/-Jb=30 : 1) T**IUL 3- [6-*;U/*E-OU-3- 
[ (2-v/*;U75/X^|,) 75/] -5- (3-/^U7-'J/) t?7i?>-2—r , U ] 

HJ£0>|32-1 

3- [6-*;U/<*-OU-3- [ (2-S?/^75/X*/l,) 75/] -5- (3-/7)17=. 

•J/) ^pe^>B?x^;i/6atE0>^y-;uani ty-h^tPa?? 

>3nl 0»«|= 2N *®ib-7- MJt?A 6ml £2)0*.* 1ST? 1 m&#ltz. SSSftttC: IN 
JHMBfFUSjfc® PH £ 5 ttHSLfc. ^£^®£LT$b:Hfc&££i&§*?A* 
□T hf^i- (Mtiifc ; * : >*/-;u=i : 1) r**ggL 3- [6-*JU<*-OI,-3- 
[ (2-S?/^l,75/I^U) 75/] -5- (3-jt?)\,7-*)S) bf^>-2-<;U] 

^66^32-1 tmmizLxzmm 32-2 tsMMtsvizmz. 
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6— *> % /-f [ (2-v>^U75/X5^) 75/] -3- (3-/ 7)1,7-*) J ) 

^bt^^- mj-^a i2Qig ssx- 1.5 mmuz. imzm.'szLxmti 

fc8SlC7K5Qnl PP7frl<A 150*1 T-tttiJUio W^£fi&*Q&^-C&#Lfc&, 

y] -6-t Kn*S^x=JW*JU-3- (3->^U7-'J/) M=7^-2—h)Vifs^ 
HJ60H34 

5- [ (2-i?/^;u7S/x?;u) 75/3 -6- (i-t Ka+i/-i-^fjnf^) -3 

- (3-/^U7-M/) e7V>-2-*;U7^+-9-5 K 210ig IZg^ 5ml £JO;t 12CfC"C 45 

; ? P P*^A \*$J-)\,\ 7> : E-7*=300 : 10 : 1) Tfltfi LUrbftfefSS 
£x$/-JU-X-x;U-CifejtLT5- [ (2-v>^U75yx^;W 75/] -3- (3- 
*T)V7-*)J) -6- (2-^P^;U) t 0: 7V>-2-*;U7t?+-9-5 Kl22ig£ftfc e 
HM>I36 

2- (2-t KP+VX5MU75/) -6- (3-y^;u7-«jy) -4-bfy s K>-5-a 
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irtrvOA 930h€ £iJ0x. 60PCT- 40 B#F B 18itf Lfco ^^^E®56LTlit»tL7iSailC7K 
50ml §fgX*;U50nl T?ttaiLfro *l£W01t®IX^UTttiii 

U^y^^A^PTh^^^- Otfciii$;*nP*^A) T?*IS2U 2- (2-fcKP* 
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■y-5Kl93iB$#fc. 
HJS0IJ37 
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'J 5 K>-5-A;i/7f?4r-9-5 K 50^ £fcf'JS?> 5ml |C»»U / * >*/l<*>I# P «J K 
30ul £flD*^T-7.5B#f B T&#Lfc, Jgf5;1^3lC^>^75>*J|j«5ral £tilZg%X' 
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Oh) 7 V\-l Rfi CtH mi 7 QQC1H el Q "Vifm A fc 
one; , / . ou^ / . 03 v,on, nv , /.wUHSJ, 3.oCKin,a.v^ 

4.9Hz). 1Z86(1Ks) ! 


17-8 


3-Me 


rr NH 

k>. N 'Me 
Me 


F:385. M) 6 :1.05-1. 25(4Hni). 1.60-1. 80 (3H.m). 
216(6Ks). 230-250(5Km), 3. 50-3. 60 (IK m), 6. 
79(1Ks), 6.86(1H.d.J=7.8Hz). 7.05(1Kd. J=4.9H 

7 1ft f1M + fcr7 flM^ 7 A 1-7 OlWt 7 vIR 

(IHs). 9.17(1Kd.J=4.4Hz). 10.51(1Ks). 12 93(1 
Ks) 


I / »J 


3-Me 


rT NH 

\^-, N 'Me 
Me 


F:371. M) 5:1. 50-1. 80(5KnO, 200-260(10KnO. 
4.Ur4.0UUJ1,nv, o. ooUHs;, 6. ooUHd, J=7. axzj, 
7.000H.S). 7.16(1H.t.J=7.8Hz). 7.30-7. 40(1H, 
m), 7.45(1Hs). 9.14(1Ks). 10.37(1H,brs), 1278 
(1Ks) 


18-1 


3-Me 


Me 

Boc' Nv ^NH 


F:417, ^D o : 1.60-1. 90 (9H.nO, 229(3Ks), 273 
(3Ks). 3.30-a50(4HnO. 6.70-7.00(2KnO. 7.06(1 
Kd.J=4.4Hz). 7.19(1Kd.J=7.8Hz). 7.30-7.50(2H 
nO. 9.17(1Hd.vW.4Hz). 10.63(1Ks). 1289(1Ks) 


18-2 


3-Me 


Me •^'^X^- NH 
Boc 


r.4S», NL» o :i.4>-l.aU l9n.br J, Z.A)\Jn,s), L oo - 
275(2HnO. 2 77(3Hs). 125-a45(2KnO. 5.60-5. 
70(1Km). 6.93(1H,t,J=7.9Hz). 7. 10-7. 55(6HnO. 
9. 20-9. 38(1H.br). 12 53(1H,s) 


18-3 


3-Me 


Me 

Me' N Y^NH 
0 


Ml A -9 0Q(PU 9 pc/ou «^ 9 qq/qu _\ 

r .o*K) t rwj 0 . &. « von, 5/ 1 ^-oo\on,Sy, ^ytHon,s;, 
4.21(2Kd,J=4.4Hz). 6.86(1Kd, J=7.3Hz). 7.05-7. 
354Hm). 7.52(1Hs). 9. 16(1H,d, J=4.4Hz). 10.76(1 
Ks). 12 92(1Ks) 


19-1 


3-Br 


Me 

He 


M- 979-974 MT) A -9 IQffiH c"l 9 4fi(9H + tR ftWrl 

3. 41 (2K d. J=5. 1Hz) . 6. 95 (1K brs) . 7. 14-7. 40(4K nO 
ail (IK brs). 9. 16(1Kbrs).10.59(1Kbr). 13. 12(1K 
s) 


19-2 


H 


Me 

Me' NN/v NH 


F:317. K> <5:218(6Ks).242-244(2Kn0.a39(2K 
d. J3. 1 Hz) . 6. 86 (1 K br s) . 7. 02-7. 06 (2K nO . 7. 30 (2K 
t ^ 1Hz) . 7. 60(2K d. J=8. 1Hz) . 9. 17 (1K brs) . 10. 54 
(1K brs). 12 97 (IK s) 


19-3 


3-N0 2 


Me 

Me' N ^"NH 


F:362 M:288-290 


19-4 


3-CF 3 


Me 

Me^^^NH 


F:385. M: 285-287 
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19-5 


3- 1 


Me 

Me Nn 


F-.443. M:260-262 


19-6 


3-MeO 


Me 

Me' NN/ ^NH 


F:347. M:234-236 


19-7 


4-Br 


Me 

Me' N ^NH 


F:396. ND <S :218(6H.s).243(2H.t. J=5.8Hz), 

3. 7Hz) . 7. 45-7. 47 (2H, m) . 7. 57-7. 59 (2H. m) . 9. 17 
(1H. brs) . 10. 64(1K br) , 13. 05 (1H. s) 


19-8 


4-tBu 


Me 

Me ^ NH 


F:373, M: 282-284 


19-9 


4-nBuO 


Me 

we nn 


F:389, M:235-237 


19-10 


3, 5-Me 


Me 

Me' N ^NH 


F:345. ff) 6 :2 18(6as),224(6H. s).244(2H. 
t J=5 9H2) 3 42(2Rd J=S 1Hz) 6 68(1H.brs) 
6. 87C1H. brs) , 7. 05(1h\ d, J=3. 7Hz). 7. 25 (2H br 
s) . 9. 18(1H. brs) . 10. 51 (1K br) . 12 87 (1H. s) 


19-11 


3, 5-Br 


Me 

Me' Ms ^NH 


F:475, M:283-285 


19-12 


3, 5-MeO 


Me 

Me' N ^^NH 


F:377. M: 275-277 


19-13 


3,4-CI 


Me 

Me NH 


F:386. M: 286-288 


19-14 


3- CI, 

4- CF 3 S 


Me 

Me' N ^^NH 


F:451, M:285-287 


19-15 


3- Br, 

4- Me 


Me 

Me' NN ^NH 


r.41U, nu 0 .Z ISHoH, sJ.ZolKdH, s), 2.45 (2H, 
d, J=5. 9Hz), 3. 40(2K brs), 6. 93(1h\ brs) , 7. 13(1 
K brs) , 7. 25-7. 30 (2K nO . a 12 (1K brs) . 9. 15 (1H. 

L \ Cf+ /Alii \ 4 A A4 t< ■ 1 \ 

brs) . 10. 56(1K br) , 13. 01 (1H, s) 


19-16 


3- Br, 

4- CF,0 


Me 

Me' Nv ^NH 


F:480, ND <S:218(6H.s).246(2Hbrs),3.42<2 
K brs) , 7. 02(1H, brs) , 7. 21 (1H, brs) . 7. 55 (1H. nO . 
7. 52 (1H, brs) , 8 31 (1H, brs) , 9. 16 (1K brs) , 10. 66 
(1Kbr).13.23(1H,s) 


19-17 


3-MeO, 
4-CI 


Me 

Me' Ns ^NH 


F:381, M:250-252 
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19-18 


3, 4, 5-CI 


Me 

Me^^^NH 


F:420, M) <5 :2. 19(6Ks).3.40(2Kbrs).7.04(1 
a brs) . 7. 26 (1K brs) , 7. 95 (2K s) . 9. 13 (IK brs) . 
10. 67 OK or) , 13. 2K1K s; 


isriij 


3, 5-Br, 
4-MeO 


Me 

Me' Nv ^NH 


F:505. (C <5:2.19(6Ks),246-247(2Km),3.40 
(2H, brs) . 3. 77 (3R s) , 7. 04 (1K brs) , 7. 19(1H. br 
s) . 7. 93 (2H s) , 9. 14(1K brs) . 10. 50(1H br) . 13. 0 
9(1Hs) 


19-20 


3, 5-Br. 
4-Me 


Me 

Me' Nv ^NH 


r.4BS, NJ o lSHon, s; t £ 4own, s;, 3. 4K2H, 
d. J=4. 4Hz) . 6. 98 (IK brs) . 7. 21 (1 H, brs) . 7. 94 (2 
K s) . 9. 13 (IK brs) , 10. 61 (IK br) . 13. 11 (IK s) 


19-21 


3-Me 


Et 

Et' N ^NH 


F:359. M:219-221 


19-22 


3-Me 


N NH 
Me 


F:345 , M:215-217 


19-23 


3-Me 


^ Nn 


F:357 , M: 227-229 


19-24 


3-Me 


Me 

Me' N >0 NH 


F:385. M: 276-277 


19-25 


3-Me 


Me 


F:403. M: 273-275 (dec.) 


19-26 


3-Me 


Me 

Me' Ns T^NH 
Ph 


F:407, M:277-279 


19-27 


3-Me 


Me 

He ' N r^NH 
BnO^ 


F:451. ND 6 :2.24(3Ks), 2 29(6Ks), 280- 
2 90(1Km). 3. 44-3. 50(1 Kni), 3.50-3.64C2H. 
m), 4.47(2Ks). 6.75-6.85(2Hm). 7.05-7.15(2 
Km). 7.25-7.40(6KnO. 7.47(1Ks). 9.160K 
d.J=3.6Hz), 10.54(1Ks), 1292(1Ks) 


19-28 


3-Me 


Me 

Me'^NH 
BnN—' 


F:476. M:245-247 
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19-29 


3-Me 


Me 

Me' NN T^NH 
Et 


F: 359, M) 6 : 0.88(3Ht,^7.3Hz). 1.05-1.23 
(1H.m). 1.5O-1.6O(1Kn0. 222(6Ks). 228(3 
Ks). 246-250(1Km). 3.05-3. 18 (IK m), 3.50 
-3.64(1Km), 6.86(1H,d,J=7.3Hz), 7.02-7.08(1 
Km), 7. 16(1Kt, J=7.8Hz), 7.37(1H,d.v£7.9H 
z), 7.49(1Ks). 9.16(1Hs). 10.51(1Ks), 12 
92(1H.s) 


20-1 


3-Me 


Me 
HO^ 


F:361, M) <5:229(6Hs). 230(3Ks), 2 58-2 
66(1KnO. 3.2(H.50(5Km), 6.76-6.90(2Km), 
7.04(1Ks). 7.17(1Kt,J=7.8Hz). 7.38(1Kd,**= 
6.8Hz), 7.50(1Ks), 9. 16(1Ks), 10.54(1Ks). 
1292(1H.s) 


20-2 


3-Me 


Me 

Me' N ><^NH 
H 


M:240-242 If) <S :1.32-1. 50(1Km), 1.72-1.90 
(1Hm), 2.21(6Hs), 2 29(3Ks). 256-2 66(1 
Km). 2 70-290(3Km). 3.00-3.60(4Km). 6.85 
(1Kd,^7.8Hz). 7.04(1Ks). 7. 18(1Kt. J=7.8H 
z). 7.34(1Kd.J=7.8Hz). 7.53(1Ks). 9.200K 
s), 1290(1Ks). 


20-3 


3-Me 


t— \ 

NH 


F:329, NO <5 :1.65-1.75(1Km). 200-2 15(1K 
nO. 229(3Ks). 280-3. 10 (4Km). 4.27(1Ks). 
6.83(1Kd.J=7.3Hz), 6.98(1K4 J=4.9Hz), 7.1 
8(1Kt.J=7.8Hz). 7.30-7.60(3Km). 7.99(1H. 
s). 9.35(1Kd,J=5.9Hz), 1286(1Ks) 


21-1 


3-Me 


H 

Me' Nv ^NH 
• HCI 


F:317. M) tf:230(3Ks). 252(3Kd. J=1.9Hz). 
3.11(2Kt.»W-9Hz). 3.59(2Hq.vW.3Hz). 6.8 
7(1Kd,J=7.3Hz). 7.11(Kd.J=4.4Hz). 7.12-7.2 
6(2Km). 7.32-7.40(2Km). 8.69(2Kbrs), 9.18 
(1Kd.J=4.4Hz). 11.01(1Kbrs). 1291(1Ks) 


21-2 


3-Me 


Me. /\JL^s MU 
H 


F:393, M: 167-168 


22-1 


3-Me 


Me 

i 


F:435. M> S : 1.60-1.75(2Hm). 219(3Ks). 
<iZowH,s;, Jb vt\ m) , L 4tf-Z d2 (2i 
m), 256(2Kt,J=8.3Hz). a35-3.45(2Km). 
6.75(1Kbrs), 6.85(1Kd. J=7.8Hz). 7.02-7.10 
(IKm). 7.12-7.28(6KnO. 7.41(2Ks). 9.17 
(1Ks). 10.67(1Kbrs). 1292(1Ks) 


22-2 


3-Me 




F:407. M: 123-124 
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22-3 


3-Me 


OvMe 
Me 


F:385, M:259-261 


22-4 


3-Me 


Me 


r:371, M: 257-259 




o wie 


Me 

Me^-.^s^N^^/v 
N NH 

Me 


F:388. M) c5:211(6Hs), 2 20(3Hs), 2 29(3 
Ks). 230-235(2Km). 240-260(2Km). 3.20 
-o.0UUai.nv. aoKlKs;, o.85UKd, vW. onz; , 
7.05(1Ks). 7.18(1Ht,J=7.8Hz), 7.35-7.45(2 
Km). 9.17(1Ks). 12 91(1Ks) 


22-6 


3-Me 


Me 


F:375. ND 6 :213(6Ks). 2 29(3Ks). 2.39(2 
Kt.vW.9Hz), 3.45-3.56(4Km). 6. 85-6. 90 (2H 
nO. 7.07(1Kd.J=4.4Hz), 7. 18(1Kt, J=7.8Hz), 
/. oU-/. OUUSinv, 9. loUKd, J=3. 9Hz), 10.45(1 
Hbrs), 12. 90 (IK s) 


22-7 


3-Me 


MeNx/^MH 
,,v "v Din 


F:343. ND $ :1.55-1.70(1Km). 2 20-230(5K 
m>. 250-255(2Km), 260-2. 70(1 Krri). 4.20- 
4.30(1Km). 6.86(1Kd.J=7.3Hz). 7.00-7.10(2 
Knv, 7. l9llH,t, J=7. 9Hz), 7.28-7.35(1KnO, 
7. 49 (IK s), 9.16(1Ks), 10.21(1Ks), 1290(1 
Ks) 




<i me 


Ac 

Me' Ns ^NH 


F:359. M) <5 : 1.85-1. 95 (3Km). 229(3Ks), 2 
70-2 90(3Km). 3.40-3.50(4Kni). 6.80-6.90(2 
Hm), /.0U-/. lUUHnv, 7. 16-7.24(1 Km), 7.32 
-7.44(2KnO. 9. 10-9. 22(1 Knv, 10.50-11.00(1 
Km). 12 80-13. OOdKm) 


23-2 


3-Me 


Me 

Me^e^Nv/^uy 
/A NM 
0 0 


F:393, ND <5:229(3Ks). 274(3Ks), 286(3 
Ks). 3.20-a30(2Km). 3.40-3.55(2Km). 6.80 
-6 90(2Rm) 7 07(1RdJ=4 4Hz) TfflflHt J 
=7.8Hz), 7.35(1Ks). 7. 40(1K d, J=7. 8Hz) , 9.1 
7(1Hd,v*=4.4Hz). 10.73(1Ks), 1290(1Ks) 


24 


3-Me 


Me 
i 

"•'"V 

Me' Nv ^NH 


F:402 M) »5:200-220(6KnO. 229(3Ks), 2 
65-3.00(5Km), 3.40-3.60(4Km), 6.80-7.20(3 
Km). 7.19(1H,t.J=7.7Hz). 7.30-7.44(2Km). 
7.32-7. 44(2Hm). 9. 18(1Kd. J=4.3Hz). 10.63(1 
Ks). 12 85-12 95(1Km) 
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$1 0 



, nVconh, 



EX 


ArNH 


Data 


EX 


ArNH 


Data 


25-1 




F:323 
M:279-281 


25-3 




F:361 

M: 246-248 


25-2 




F:357 

M: 272-274 


25-4 




F:405 

M: 290-292 



A 1 R 2 
D N 

N JyCONH 2 



R - A W 

R 3 



Ex 


r 1/ *S 

R 3 


jC^ r 2 

D N 


R 4 


Data 


26-1 


Me 

Me' N ^NH 


TolNH 


H 


F:315. M) <5:Z19(6Ks). 229 (3Hs). 
2.47 (2H t, J = 6.3Hz). 145 (2Km). 
6.79 (1Hd.J=7.3Hz), 7.16 
(1Kt.J=7.8Hz). 7.23 (1Hbrs). 7.36 
(1Ks), 7.48 (1Hbrd). 7.53 (IHbrs). 
7.64 (IKbrs), 7.68 (IHbrs). 11.42 
(IHs) 


26-2 


Me 

Me' Nv ^NH 


CI XX NH 


H 


F:335. H) 6 :220 (6Ks). 247-251 
(2HnO. 3.44-148 (Mm), 6.99-7.02 
(1Hm). 7.27-7.43 (4HnO. 7.74 (2Hs). 
a 10 (IHs). 11.63 (IKs) 


26-3 


Me 

Me' Nv ^NH 


MeO^^NH 


H 


F:331, M) 6 :219 (6Hs). 244-2.51 
(2H.nO, 3.44-3.49 (2Hm>. 176 (3Hs). 
&53-6.56 (1H,nO. 7.07-7.24 (3Kni). 
7.39 (IHs), 7.49-7.50 (1H.m). 7.64 
(IHs), 7.69 (IHs), 11.51 (IHs) 
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26-4 


mc 

Me' N ^NH 




H 


F:346. M) <5 :Z19 (6Hs). Z 49-252 
(2Hm). 3.51-156 C2Hm), 7.38 (1Hs). 
7.51-7.57 (2RnO. 7.72-7.82 (4H.nO. 
9.11 (1Hs). 11.88 (1H.s) 


26-5 


Me 

He s/N NH 


fx 


H 


FN:341. M) $:Z18 (6Hs). Z44-Z55 
(2Km). 2.59 (3Hs). 3.50 (2Hdd). 7.30 
(1Kbrs), 7.40-7.46 (2Km). 7.58 
(1Hd). 7.68(1Hbrs), 7.81(1Hbrs). 
7.82(1K<0. a39 (1Hs). 11.63 (IHs) 




Me 

Me' Nv ^NH 


MeOOC^^NH 


H 


F:359. M) <S:Z18 (6Ks). Z44-Z52 
(2Hm). 3.51 (2Kdd). 3.86 (3Hs). 7.31 
(1Hbrs). 7.40-7.47 (2Hm>. 7.56 
(1Kd). 7.65-7.77(3Hm). 8.62(1Hs). 
11.67 (1Hs) 


26-7 


we 

Me' N ^NH 




H 


F:403. M) <S :Z21 (6Hs). Z46-Z55 
(2H.m). 3.49 (2Hdd). 7.26-7.35 (2Hm), 
7.45 (IHs), 7.53-7.58 (2Hm). 7.62- 
7.78(5Hm). a20(1H,s). 11.75 (IHs) 


26-8 


Me 


BnNH 


H 


F:315 . W> 5:Z10 (6Hs). Z30-Z33 
(2Hm). Z30-Z35 (2Hm). 4.60 
(2Hd,J=6.4Hz). 6.92 (IHs). 7.14 
(IHs). 7.19-7.33 (5Hrn). 7.42 (IHs). 
9.12-9.15 (1Hni) 




Me 




H 


F:329 . M) 5:Z17 (6Hs). Z42-Z47 
(2Hm). Z83-Z86 (2Hnv>. 3.40-3.45 
(2Hni>, 3.56-161 (2HnO. 6.85 (IHs). 
7.13 (1Hs). 7.18-7.37 (7Hm). 179- 
182 (IKm) 


26-10 


Me 

Me' N ^NH 


cHexNH 


H 


F:307 . ND 5:1.20-1.37 (5HnO. 1.55- 
1.68 (3HnO. 1.90-1.93 (2Hm). Z18 
(6Hs). Z40 (2HtJ=6.8Hz). 134-139 
GHnO. 3.82-188 (1Hm>. 6.84 (1Hs). 
7.08 (IHs). 7.31 (IHs). 7.37 (1Hs). 
173 (1Hd.J=7.3Hz) 
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26-11 


j Me 

Me' N ^NH 
Me 

IMS 




H 


F:360, ND 6 :0.97(3Hd, J=6.8Hz), 2.19(6 
Ks). 281-286(1Kni), 3.35-247(2Kni). 
4.34(1Kt,J=4.9Hz). 7.37(1Ks), 7.53- 

7 51(9Htri\ 7 R7-7 70 (9H m) 7 70-7 B9 
«. w# volt iiv i i.yji /. IV/ vxn. nv , /. /.o£ 

(2Hni). 9.17(1Ks), 11.88(1Hs) 


26-12 


rr NH 

Me. 


0 2 N'C^NH 


H 


F:386, ND <5 :1. 40-1. 45 (IK nil, 1.53-1.69 
(3Km>. 1.78-1.82(1KnO. 216(6Ks), 2 
77-279(1Km). 4. 33-4. 35(1 Km), 7.36(1 
Ks). 7.44(1Ks). 7.53-7.62(2KnO. 7.77 

(1Ks). 11.93(1Ks) 


26-13 


Me 

Me' Nv ^NH 


To INK 


O^Ph 


F:419. ND <5:223(6Ks). 233(3Ks). 2 
56(2Kt,J=6.3Hz). 3.64(2Kq, J=6.4Hz). 
6.88(1Kd.J=2.4Hz). 6.93(1Kd. J=7.3Hz), 
7.26(1Kt,^8.3Hz). 7.45-7.65(5Kni>. 

"7 cr "7 nc /OLI _\ ft Eft. /1 u * t n on— \ i 

/. K>-/. town, nv, ». oOUKt, J=b. onzj, 1 
1.76(1Ks) 


26-14 


Me 

Me' N ^NH 


TolNH 


CH 2 0H 


F:345, ND <5:219(6Ks). 230(3Ks), 2 
46-255 (2Knv>. 3.53(2Kq. J=6.3Hz). 4.46 
(2Kd.J=5.4Hz). 5.24(1KtJ=S.3Hz), 6 7 
8(1Kd.^7.3Hz), 7.05(1Kt«W.4Hz). 7. 

16(1Kt.J=7.8Hz). 7. 25 (IK s). 7.46-7.53 

(OU m\ 1 ftflfiu 11 ot; fiu 
Un,nv, /. ooUn,Sy t )l.otKln,sj 


26-15 


Me 

Me' N ^NH 


TolNH 


Me^CH 


F:359, N) c5 :1.37(3Kd J=6.4Hz). 219(6 
Ks). 229(3Ks). 248-252(2KnO. 153 
(2Kq.J=6.4Hz). 4.75(1Kquint J=8.4Hz). 
5.49(1H.d.J=6.3Hz). 6. 78(1H.d, J=7.8H 
z). 7.16(1H.t.J=7.8Hz). 7.20-7.28(2H. 
ni). 7 40-7 52(2H m) 7 80(1Kd J=1 9H 
2). 11.30(1Ks) 


26-16 


Me 

Me' N ^NH 


TolNH 


Me^OH 


F:373, ND ff:1.49(6Ks). 2 20(6Ks). 2 
29(3Ks). 250-255(2Knv>. 3.53(2Kq.J= 
6.3Hz), 5.74(1Ks). 6.77(1Kd. J=7.4Hz). 
7.16(1KtJ=7.8Hz). 7.28(1Ks). 7.42- 
7.55(3Km). 7.88(1Kt,v*=4.9Hz). 7.88(1 
Ks). 11.24(1Ks) 
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26-17 


Me 

Me' N ^NH 


TolNH 


0^0 

N f 


F:401. fO <5:Z21(6Hs), Z30(3Hs), Z 
45-Z55(2H.rn). 3.45-4.00(9H.ni). 4.57-4. 
63(1H.ni). 6.79(1H,d.J=7.3Hz). 7.13-7.24 
(2Hm). 7.31-7.24(2Hm). 7.31(1Hs), 7. 
47-7.53(2Hni), 7.58(1H.s). 11.37(1Hs) ! 


26-18 


Me 

Me' N ^NH 


TolNH 


COOMe 


F:429. M) <5:1.55-1.75(4Hin) > Z19(6H 
s), Z29(3Hs), Z37(2H.t,J=6.8Hz), Z4 
5-Z60(2H,iri). 3.45-3.55(2H,in). 3.59GH, 
s), 6.76(1Kd.J=7.3Hz). 7.07(1Htvtt.4 
Hz). 7.14(1H,t,J=7.8Hz). 7.26(1Hs). 7. 
45-7.52(2H.m). 7.56(1Hs). 11.22(1Hs) 


26-19 


Up 

Me' Nv ^NH 


TolNH 


CF 3 


F:383. ND 6 : Z 17 (6H, s) . 2.32(3H. 
s). Z42-Z50 C2Km). 3.54 (2HdcO. 6.9 
0 (1Hd). 7.10-7.17 (1H.nO. 7.21(1Ht). 
7.46-7.63 (4Hm). 11.62 (1Hs) 


26-20 


Me 

Me ^ NH 


TolNH 


Me 


F:329, M) <S :Z 19 (6Ks) . Z24(3H,s). 
Z29(3Rs). Z46-Z53 (2H.nO. 3.53 (2 
HdcO. 6.76 (IHd). 7.04 (1Ht). 7.13(1 
Ht). 7.21(1Hbrs). 7.44-7.52<2H.nO, 7. 
61(1Hbrs). 11.24 (1Ks) 


26-21 


Me 

Me' N Y^NH 


O.N'C^NH 

C 


Me 


F:374. M) 5 :0. 94(2Kd. J=6.4Hz), Z18(6 
Ks). Z29(3Hs). Z90-3.00(1Hm). Z90 
-3.10(2Kni). 6.86(1Ks). 7.37(1Hs). 7. 
53(1Ht, J=7.9Hz). 7.70-7.80(3H,m). 9.04 
(1H,tJ=ZCHz), 11.69(1Hs) 


26-22 


Me 

Me' N ^NH 


TolNH 


Et 


F:343. ND $ :1. 19(3H.t,v*7.4Hz), Z19(6 
Ks), Z29(3Hs). Z40-Z55(4Hni). 3.52 
(2Hq.^6.8Hz). 6.76(iad.J=7.3Hz). 7.0 
8(1Ht.vW.9Hz). 7.14(1Ht.J=7.8Hz). 7. 

11.22(1Ks) 


26-23 


Me 

Me' N ^NH 


TolNH 


nPr 


F:357.M) <S:0.95(3H,d, J=7.3Hz). 1.67(2 
Hsex.J=7.4Hz). Z19(6Ks). Z29(3H,s). 

Z45-Z55(4HnO. 3.52(2H,q, J=6.4Hz). 
6.75(1Hd.v*=7.8Hz). 7.08(1H.t, J=5.9Hz), 

7.13(1KtJ=7.8Hz). 7.24(1Hs). 7.45- 
7.50(2H.m), 7.53(1Hs). 11.21 (1Hs) 
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Me 

Me NH 


T ft | LIU 


Oil 


F:340. ND 6 : 2. 17 (6R s) , Z32(3H. 
s), 244-255 (2Kni). 3.50 (2Kdd). 6.9 
* UH, a), 1.22 viHv, 7.40-7.54 (2H, 
nO. 7.62(1Hs), 7.76(1H.brt), 7.97(1H 
s), 11.87 (1Hs) 


26-25 


Me 

Me' Nv ^NH 


TolNH 


COOEt 


F:387. N) 6: 1.33 (3H,t), 220 (6H.s) 
, 2.32(3H.s). 2 46-2 54 (2H.nO. 3.57 
(2HdcO. 4.29(2Hdd). 6.90 (IHd). 7.24 

/<U a\ "J Jftl CO /'ill _\ "I 1. /.n • 

(,iHv, /. 48-7. 58 warn), 7. 7u1n.br 
s). a59(1H.brt). 11.72 (1Ks) 


27-1 


Me 

Me' N ^NH 


PhNH 


Me 


M:189-190. ND <S:220 (6H.s). Z24 (3 
Hs). Z45-Z50 (2Hm). 3.52 (2Kq.J=5. 
CHz). 6.94 (1Kt,i«.CHz). 7.00-7.05 (1 
Km). 7.21 flHbrs), 7.26 (2Ht. J=10.0H 
z). 7.61 (IHbrs). 7.66 (2Hd.^10.0H 
z). 11.28 (1Ks) 


27-2 


Me 

Me' N ^NH 


PhNH 


Ph 


M: 173-175, W) 5:218 (6H,s). 2 45-25 
5 (2Hm), 3.50 (2H q. J=5. 8Hz) , 6.90 (R 
tJ=5.3Hz). 6.98 (1H.t,^7.2Hz). 7.25- 
7.50 (6Hm). 7.60-7.75 (5H,iri>. 11.46 (1 
Hs) 


28 


Me 

Me' N ^NH 


TolNH 


CI 


F:349. ND 5:218 (6Hs), 230 (3Hs). 
246-252 (2Hm>. 3.52 (2h\dd). 6.83 
(1H.d). 7. 13-7. 20 (1K m) . 7. 36-7. 50 (4 
HnO. 7.61 (1Kbrs). 11.38 (1Ks) 


29 


Me 

Me' N ^NH 


TolNH 


F 


F:333. M) 5:218 (6Ks). 2 29(3Ks), 
245-253 (2Km). 3.52 (2Kdd). 6.79 (1 

H if) 7 1R MH tl 7 2QI1H Krc^ 7 
n, uj , /. is \in, w, /. &3 vin, Drsj , /. 

7.53 (3Hm). 7.88(1Kbrt). 11.35 (1Ks) 


30 


Me 

Me' Nv ^NH 


TolNH 


CHO 


F:343. M) <5:Z20(6Hs). Z32(3Ks). Z 
48-Z52(2KnO. 3.60(2Kq.*W.8Hz). 6.93 
(1Hd.J=7.8Hz), 7.25(1Kt^7.8Hz). 7.5 
O-7.60(2Kni). 7.74(1Ks). a 11 (IK s). 
a79(1Kt»W.4Hz). 9.63(1Ks). 1Z03(1 
Ks) 
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31 


Me 

Me' N ^NH 


TolNH 


(CH 2 ) 2 
COOMe 


F:415. NC 5:1.23 (3H. t, J=6. 8Hz) , 229 
(6H.s), 234 (3Hs), 2. 59 (2H. t. J=5. 8H 
z). 2.75-2.85(4HnO, 3.58(2H.q.J=S.9H 
z), 5.12(1Hs). 5.65(1Hs). 6.80(1H.dJ 
-7.3Hz), 7. 1 8 0 H, t. J=7.9Hz), 7.46(1H, 
s). 7.51 (1Ks). 7.58(1H.d,J=7.9Hz), 10. 
84(1K s) 




Me 

Me' N ^NH 


1 0 I Nn 


(CH 2 ) 2 
COOH 


F:387, HO S:22D(6H,s), 229(3H,s). 2 
45-255(2H.m). 260-2 76 (4H.nO, 3.54(2 
H, q, J=6. 9Hz) , 6.76(1H.d,^7.3Hz), 7.14 
(1H,t,J=7.8Hz). 7.20-7.33(2H.n\) f 7.40- 
7.50(3Kni). 11.180H.S) 


oi_o 
■Mrl 


Me 

Me' N ^^NH 


X ^ 1 kill 

To 1 NH 


COOH 


F:359. M) <5 : 2 32 (3H.s), 2.38 (6H.s) 
. 277(2H.brs), 3.66 (2H.dd). 6.91 (1 
Kd), 7.25 (1Kt). 7.50-7.60 (3HnO. 8. 
76-8.82(2Kni). 11.0-12.0 (1Hbrs). 11.9 
2 (1H,s) 


33 


Me 


TolNH 


r Ph 
OH 


F:421. M) <5:216(6H.s). 2 27(3H,s). 2 
30-250(2Rm). 3.40-3.50(2H,nv). 5.78(1 
Hd.J=5.8Hz). 6.39(1H.d.J=5.9Hz). 6.76 
(1Kd.J=7.3Hz). 7.12-7.51(10Hni). 7.96 
(1H,d.J=20Hz). 11.31 (1H.s) 


34 


Me 

Me' N ^NH 


TolNH 


Me 

2 


F.-355, M) 5:Z12(3Hs). 218(6Hs), 2 
30(3Hs). 245-2 50(2H.in). 3.49(2Hq.J= 
6.4Hz). 5.35(1H.s). 5.43(1Hs), 6.79(1 
Hdd=7.3Hz), 6.87(1Kt.J=5.3Hz). 7.14- 
7.20(1H.nO, 7.33(1H,d, J=1.9Hz), 7.50-7. 
52(2Hni), 7.63(1Hd,Jsl.9Hz), 11.37(1H 
s) 


35-1 


Me 

Me' Nv ^NH 


TolNH 


Bn 


F:405, M) 5:214(6Hs). 228(3Ks), 2 
44(2HtJ=6.9Hz), 3.48(2H.q, J=6.3Hz). 
3.96(2Hs), 6.76(1Kd.J=7.3Hz), 7.05(1 

Ht ±5 4H2) 7 10-7 Zn^fiH m> 7 A5-7 R 

5(3Hni), 11.23(1Ks) 


35-2 


Me 

Me' Nv ^NH 


TolNH 


iPr 


F:357. M) 5 :1. 17(6H t J=6.8Hz). 219(6 
Hs). 229(3Ks). 245-2 50(2Km). 3.04 
(1H.sep.J=6.3Hz), 3.53(2H.q, J=6.9Hz). 
&76(1Hd,J=7.3Hz). 7.10-7.16(2H,nO. 7. 
27 (1H,d. 02.5Hz), 7.45-7.55(3Kni). 11.2 
0(1Hs) 
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Ex 


Structure 


Data 


36 


ToU NH 
H Me 


M:243-247. N) tf:230(3Rs). 3.27(3H.s). 145(2Kq.J= 
5. 0Hz) . 3. 61 (2R a J=5 OHz) 4 77 (IK t J=5 GHz} 6 85 
(1H,d.J=5.0Hz). 7.10(1Hd. J=5.0Hz), 7. 18(1Ht. J=5.0H 
2), 7.30(2Kq,J=5.0Hz). 7.52(1Ks). 7.62(1H,t, J=5.0H 
z), 9.24(1Kd.J=5.0Hz). 1285(1Hbrs) 


CI 


To| -NH 

Me fy™* 

Me' N ^N A N^0 
H Me 


F:345. M) <5:216(6Hs). 232(3Hs). 2 46(2Ht, J=6.8H 
z), 3.25(3Ks), a40-a60(2Km). 6.86(1H.d. J=7.3Hz), 
7.11(1Kd.J=4.4Hz). 7.17(1KtJ=7.8Hz). 7.37-7.42(2H 
nj>, 7.54-7.60(1Hm), 9.23(1H.d, J=4.4Hz). 1285(1Hs) 


38 


Tol- NH 
Me N ^ uv " n 2 

H 


F:314, N) <S:219 (6Ks). 244-249 (2H,m). 3.41-3.45 
(2H.nO. 5.89 (1H, d. J=a 8Hz) . 6.67-6.73 (2Hm). 7.02 
(2Ks), 7.08-7.12 (1H.nO. 7.46 (1Hd, J=S.3Hz). 7.52 
(IKs), 7.75 (1H,d.J=a8Hz), 11.51 (1Ks) 


39 


Tol> NH 
Me N-V 00 ^ 

H 


11:179-181, K) 5:218 (6Hs). 232 (3Ks). 244-247 
(2Rm). a40-a55 (2Km). 6.93 (IRd), 7.23 (IRt). 
7.53-7.57 GKnO. 7.67 (IKbrs), a02 (IRbrs), a33 
(1Hbrs). 11.45 (IKbrs) 
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CONH 2 



Si 3 H H 



R'NH 


R b 


R a NH 


R b 


R a NH 


R° 




3. 4-Me 




3. 4-Me 




3, 4-Me 


Me 


3,4.5-CI 




3. 4. 5-CI 




3. 4, 5-CI 


3-He, 4-Br 


Me 


3-Me, 4-Br 


Me 


3-Me. 4-Br 


3-Br, 4-Me 


me i nn 


3-Br. 4-Me 


me t Nn 


3-Br. 4-Me 


3-Me00C, 
4-Me 


Et 


3-MeOOC, 
4-Me 


tBu 


3-MeOOC, 
4-Me 




3-N0 2 . 4-Me 




3-N0 2 , 4-Me 




3-N0 2 . 4-Me 




3. 4-Me 




3, 4-Me 




3. 4-Me 


Et 

Me' N Y^NH 
Me 


3, 4, 5-CI 




3, 4, 5-CI 




3. 4. 5-CI 


3-Me, 4-Br 


Et 


3-Me. 4-Br 


j Me 


3-Me. 4-Br 


3-Br, 4-Me 


Me' Nv r^NH 


3-Br. 4-Me 


Me' Nv r^NH 
MeO 


3-Br. 4-Me 


3-MeOOC. 
4-Me 


Et 


3-MeOOC, 
4-Me 


3-MeOOC, 
4-Me 




3-N0j. 4-Me 




3-N0 2 . 4-Me 




3-N0 2 . 4-Me 




3, 4-Me 




3. 4-Me 




3. 4-Me 


Me 

Me Nn ^NH 
COOMe 


3. 4, 5-CI 




3. 4. 5-CI 




3.4. 5-CI 


3-Me. 4-Br 


Et 


3-Me. 4-Br 


Et 
i 


3-Me. 4-Br 


3-Br, 4-Me 


Et' N V^NH 


3-Br. 4-Me 


Et' N Y^NH 


3-Br, 4-Me 


3-Me00C. 
4-Me 


Me 


3-MeOOC. 
4-Me 


Et 


3-MeOOC. 
4-Me 




3-N0j. 4-Me 




3-N0j. 4-Me 




3-N0 2 . 4-Me 


o 

M6 


3. 4-Me 




3. 4-Me 




3. 4-Me 


3,4.5-CI 


Me Wv ^NH 


3. 4, 5-CI 




3. 4. 5-CI 


3-Me, 4-Br 


3-Me. 4-Br 




3-Me. 4-Br 


3-Br, 4-Me \ 


3-Br, 4-Me 


Me'^Me 


3-Br. 4-Me 




3-N0 2 ,4-Me 




3-N0 2 . 4-Me 


3-N0 2 . 4-Me 




3, 4-Me 




3, 4-Me 




3, 4-Me 


Me 


3. 4. 5-CI 


Q"'HH 


3. 4, 5-CI 




3.4. 5-CI 


3-Me, 4-Br 




3-Me. 4-Br 


Me'He 


3-Me. 4-Br 




3-Br. 4-Me 


Me' N *Me 


3-Br. 4-Me 


3-Br. 4-Me 




3-N0 2 , 4-Me 




3-N0 2 . 4-Me 


3-N0 2 . 4-Me 




3. 4-Me 




3. 4-Me 




3. 4-Me 




3.4, 5-CI 


Me 


3. 4, 5-CI 


3. 4. 5-CI 




3-Me. 4-Br 


3-Me. 4-Br 


3-Me. 4-Br 




3-Br, 4-Me 


3-Br. 4-Me 


Me' N *Me 


3-Br. 4-Me 




3-N0j, 4-Me 




3-N0 2 . 4-Me 


3-N0 2 . 4-Me 
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